^ m ^ ^ ^ r 

PATENT OFFICE ^ o/S=F-^ ^- 
JAPANESE GOVERNMENT :3r^^/^^ ^ 



..^,*^tlHl--e^>^f ^ 'fftL'copy of the following application as filed 
This is to certify that the annexed is a true copy oi u« 

with this Office. I 



tfa ^ ^ ^ .0 
Date of Application: 

iii m # 
Application Number: 

^ m ^ 

AppUcant(s): 



1999^ 9^ 20 



RECD 1 3 OCT 2000 



\N\PO 



PCT 



PRIORITY 
DOCUMENT 

SUBMITTED OR -n^NSMi™ IN 
COMPLIANCE WITH RULE 17.1(a) OR (b) 




2000^ 9B290 



Cmnniisaoner. 
Patent Office 



ffi5E»« ttilE1t2000-3 0 7 8 70 8 



11-24820 



i^mxitmm] ^mmjimin^m 2-5-5 
f^^J mm # 

i^mxitmm: :k!^mmmw:K^vtT3 -19-301 

[ig«rf#-^] 000001926 

immm^] 100108970 

06-6455-2056 
[i^S(f#-tJ 100113789 

ii^^xit^m] i^m 

mm^^^l 06-6455-2056 
i^fm^m^^} 044602 

2i,ooopg 



A006044 

3p^ll^ 9,^ 20 

C07D213/55 
15 



S^s^ 1 1-248206 



ll-24820i 



imm^] mmm 
m^:m 1 ] ^ ( I ) ; 




r;i.^rz:i.>;z2tt^^^, T;i.:¥l.>, T;i.>?r^l.>, -CH (OH) - 



-S-. -so- 



-NR^SOg-, -O- 



NR--. -NR^CO-. -CONR^-, -C (=0) -0-. -Q-C ( = 
P = 2(Di:^. ^:-z1-z2-z3-r1x^,^^^^^,,^ -ett^n^^^.TV^ 
r^^^2] ^ (I) -CH = C (X) YT^^tl^^^^A^^^ 



2 000-3078708 



i^i^ 1 1-248206 



Hi: 2] 



^ (I) 




^.^-vyzhtm^^ y)^^^^y^ t;v^^i->^ -ch (OH) , 



-s-> -so- 



-so 



0-, 

^ 2 ffijE»2000-3 07 8 7 



1 1— 2482ol 



= C (X) Y-e5^a#v5«BA«S:S«fS/s^DS^CgS«^SM?icaj»t 
T^^S;^BU X*tt:KD*t.T.S,y. Y*!COOH. COOCH3. Xt*CO 

[m*«6] Z2*t*^^, T;i.*U>. Xtt-0-T.*ss*^5E« 
[g*«9] Zl*!*^^r-*y, z2*t7;i.=S.l.>Xtt-0-T*y, z 



il 1-248206 



[0 0 0 1] 
{0 0 0 21 

4 mlE#20 0 0-3 0 7 8 7 0 8 



^1 1-24 8 2 0^ 



[0 0 0 3 J 

«^a^<*tH I Vm«W?S*,^ffc*,xv>^ CCD KOURILSKT P at a, P„e 
Na... icad. sci. BSA, 1968 . 61(3). pl013-1020. ; (2) p Barin et^a, 

»c Ka. .aa. so. .333. SO. ,2333. . ^ ^ 

eUy Pagination. 1990 9 1 • '-'^ iwi, ve 

»- 5 t KD + ^ * « A S GB 2306476A(C|E««)^^ 

*K (J. Org. Che». 1361.(26). p444i ) ,^ 

*U-^*>E«.nr.,a. *K (Heteroccles, 1983 . 29. pl559.) ^« 
o™un. 1992 . 22(15). P2245-2251.) ,ca ;^*y^D,,^« 

[0 0 0 5) 

J. et al., Proc. Natl. Acad. Sci USA iqqfi io,co 

. ^ USA lyab, 93, P13152-13157 ) ffl^fc 



jjfili 11-248206 



[0 0 0 7] 

1) « (I) : 
UtSl 




z^.***S^- 7"^"""; ' _ 

S- -so-- -so,-- -SO^NR^-- -NR^SO,-- "O - 

_KR^CO- -CONR^- -C (=0) -0-. -0-C = 

g m©^2 000-3 07 870 



1 l-24820( 



2) ^ (I) -CH = C (X) Y-e«3tv5«*tA8(S«^+S^?0 

3) Y*<COOR (R«*lgXttxx^;^a«) . iS«S*iTV.T% J: h 

5) S (I) : 
C-ffc4] 



(rf— Z»-Z=-2l 




*mXBx^^;p«ai) , CONHR2 PO (OH) 2- X(*il»3nTV>T% 
T;P*^I.>:2W^. T^^rxl.^, -CH (OH) - 



I^5f.l 1-24 8 20 6 



— «; — — SO— > ' ^ r' ( = 

r:™ ------ 

g miiE#2 0 0 0-3 0 7 8 7 0 



1 1-24820 



14) ±|ai)~4), 13) ffll>1-n*(CgB«ffl^>^y5_^HW?tJ(C 
[0 0 0 8] 

^^^^S^-s^DST-*.;. a*#»^^nS|*t, iC:-cH = C (X) Y (a 



^^l 1-24 8 20 6 ^ 
- CONHRl PO (OH) 

„;r-l/> -CH (OH) -S-> -so-, SOg- 2 

hSsO - -0-. -NR^- -NK^CO- -CONR^-, " 
:;o) -O- -O-C ( = 0) - X«CO- ; R^.**^X«««^^ 

(! 1) 3- (5-^.-:.;.**->^-^^>-^-^^^ -2-.^^*vr 
(A-_2) 3^(.5r.'<^y^ti^MJii^-^-=^^' ' 

U-5)3-te-(2-^x^W)e.;.-:.v-4-^;v) 

10 ffla#20 0 0-3 0 7 87 0 



1-24 8 2 0 di^ 



(A 6) 3- C5- (2-y^^ji:^^ji^ 3^ 4]^r^>y-;i.- 

(A-7) 3- C5- (2-^^^;,^^,,) 3^ 4]^ri;Ty-;i.- 

(A- 8) 3- (4-/<>i;;i,:^-di..vj^n«v-? v„n o 




(A- 10) 3- (5->r V/<v Kffcxvw^ii o 

(A-ll) 3- [5- (t^^U^^tyjv^^^.yy }^Vi^y-2-^;v2 ~2 

(A-12) S-C5- (Z-y^^^^^^.y) lf<JPy-2-^„,J -2_ 

(A-IS) 3- [5- (2-7.^;va:^;^) if^i^>-2-^,uJ -2-t 

(A-14) 3- [5- (2-y^^j,^^j^^ -2-t 

(A-15) 3-(^y^y,;^_3_^,,) - 2 - Kn ^>>r ^ U 
(A-16) 3- i^~^.^,u^^.^.,vy-2-^J,^ -2-i.Kn^^>T^ 

(A- 17) 3- C5- (4-hU7;i.;rn^^;i.^>S;;i,;^^^) tfy^:;>- 
(A-18) 3- C5- U-V^)'7JX.:tu^^yi^yVM^^y) IfVi^y- 

(A-19) 3- [5- (2, 4-^':7;i.:4-n/><>i;^^:^^.» tfyi;>-2- 

(A- 2 0) 3- [5- (2. 4-i;:7;i.:tD/sC>i,>;^^^) ifyi;>-2- 
- 2 -fc Kn:^s>T^ U;i/^ 



2 



m 



l^sf. 1 1 — 248206 



(A-2 1) 3- [5- C2-i-y^A.^\-^i^) ^.jy>-2-^M -2- 
(A-22) 3- [5- (3-A;U#*->^^*y^-2. 4-i^y>V*U-^ 

(A-23) 2- (5-'<>y;^**^'-^^yy>-2-'f^) -i- 
[1, 2, 4] ^yT^/--|^-3-'f-n') ^if-^-^i' 

(A-24) 2- (5-'<>S';V**i'-'^y^>-2-'f^> -l-^T>y- 

fl,-2-'f;^x■r>'-^^ 

(A- 2 5) 3- [Kyy^^'f-y^ y ^ ^'"i 

fs^stisft^*. *®2^Stt»- *nb®:/nK9-v 

a^wffi (ARC) - ~M<a^m^)y>^»^ <pgl) , *d<yi^a. *'J = 

[Q 0 1 0 ] ■ ■ 

AS«)^m!c*WS r^^JS's^nSSj tt- msgS*- ^^Z^'* 

12 aSiE«2 0 0 0-3 0 7 8 7 0 



«¥l 1-24820J 



(CI 



ci ~ 4 «*t, 5 ~ 8 fi® 1 ~ 4 5 ~ 8 ^a>^9mmmm^ l < 

«^«5~8*«.^«.^n^,j8^UTv^s«r.*,^.,«^^,,^^^ 
es ic S: ;t * s r t -p g s , 

hUT^y-;^, ^h5y-;p, -fy**y_ 

- j.>yu>, *^y,j>, ^^y^, 

L-T*fe r^#«/s^n#j T-S,y, «^,f, i-n-;u, -fs^f.y-A. tf^y 

-;k ^h^y-;^ **i,y-;^, ^-j^^.j.^^ 

M ^y^ry-;^, ^vp>. yfvit-yy, ^.jftv> m 

'J^Py, y^^y. Kyx^^^^j-j,, Ky^yf^^.j.^^ *y**U> 
- '^y^^}y, *+yu>, ^j.^y^ y^^vy, ^v^jvy, yu> ^ 

#(CS (I) (CfeWSS: -CH = C (X) YT-S^snes*^ 

S^-v^naij (AS) S«^^*^^DiS^cB«i-sK^K:Sjj|LTvvs«^ 
^=i-7x>, ^5^y-;p, i,5y_^, ^ury-;^, ^K^y-^u. 

13 ffiSI#2 0 0 0- 3 0 7 8 7 0 , 



11-248206 



to 0 1 1] 

^^B^*.^**S^HB*l»v^r-es5SS«*u «!^«. ^y^- 
;u y^avn. hur>yy;v. ^l-5>/u;.- 

*y.;;K ^y^r^^^yy^w ^r>yy^. ^ryr-yy^K ^v^T^yy;^- 
e.j*-:;^;^- eu5.y:-;v, ^^if^^- t^^'^-^- -^^^^-^^'^ 
K>-y?x^;i.- ^:.x^5ifyy;K v^y9yv)^^, ^>-/***-yy 

;v *^*i^u;u, -^/y^- *:^-yy/>- 

2H_^h9y-;i'-5-^;^«) - byy^-zy^ ih- 11.2.4] i^yr 
v-;.-3-^;w«) , x.*^T./y;v ^T^y-^v-^-f^^ *'» 

*Ri«s«*®-?nry-;vi:bTtt- i^yy^^ (ifuy>-2-'f^w. -^y 

Xl*:*-'?^'"''^*®' 

1 4 ffiKI^ 2000-30787 



#¥l 1-24 8 2 o|P 



[0 0 13] 

• ■ r:^^"- °->--- 

n^n. .v^... .ee-^^,, ,en-^^.. 

-^n... ai^:.;.. 

10 0 13} 

^ ^ ffiiE#2 000-^^-70 



i^sp 11-248206 



a. ^Knafv- ,„c-F«) r;^*;.' 

,,,, ......r.. c« 

_ 2 0 0 0 - J 



16 m««2000-307870 



11-248201 



[0016] 
[0 0 17] 

^:-z1-z2-23-r1^.^^^^^^^^^^^^ ^^^^^^ 



-CH (OH) -r1, ^:~s- 



SO,-Rl. ^:-o-R\ ^:-NH-Rl. ^:-NHCO-R^ 



conh-r1 



^: -C (=0) -O-rI, 



' - " — -o-c (=0) -r1, ^ 
CO-R , ^: -c.H^-Rl, ^ - C H= C H- C H,- r1 ^. -c 
OH) -CH,-r1 ^:-c_n^ _.l ^. ^J^_ \ 



H (OH) -CH.-R^ ^ 



-S-CHg-R 



- ~ ^^^2 - > -SO-CH.-R^ ^ 

: .l^'J'''^:"' ^^-,^°2NH-CH,-R^ ^:-NHSO,-C 



H2-R\ ^: -0-CH„-r1 



CH2-R , ^: -CONH-CH„-r1 



^: -NH-CH. 



R > ^ : -NHCO- 



^ - , ... -C (=0) -O-CHp-Rl 
^:-0-C (=0) -PH -d1 =1- ^ 1 ^ 

^ CH2 R ^ ^: -CO-CHg-R^ -CH = 



I 7 



il^sp 11-248206 



Ch-CH = CH-r1- _cH = CH-CH (OH) -R^ 



„1 dp- rH = CH-NHSOo-R^ « 
■.:CH = CH-0-r1- *:-CH = CH-NH-rK *:-CH-CH 

■ 1 * cH-CH-CONH-rI. 5S:-CH = CH-C (= 
T-T-i ::-CH:CH-0-C <=0> -R. .:-CH = CH- 
CO-R. -CH.-CH = CH-R. -CH.-CH COH> -R 

^:-CH,-S-R^*=-CH,-SO-rK*-.-CH so 

■ *=-CH -SO,NH-R\ ^=-CH,-NHSO,-R - ^: -CH 
-0-r1.*=-CH2-NH-r1, *=-CH2 N H C 
H,-cONH-R^ * = -CH,-C ( = 0) -O-R - 
cVo) -rK ^=-CH,-C0-R^ *:-CH 

^.-S-CH = CH-r1- ^:-S0-CH = CH-R . ^-S 
;^'cH-r1 *:-SO,NH-CH = CH-r1-*=-NHSO, 

^1 -f n — r f=0) — CH = Cli 
. _r (=0) -0-CH = CH-r1, «: -O c u; 

„1 =e r H -R^ -CH2-CH = 

CH-r1 ^^:-CH2-CH (OH) -CH^-R^ *=-CH2 
'"'h ^:-CH3-S0-CH,-kK ^ = - CH,- S 0,-CH,- 

;'^.-ch,-so;h-ch,-r^*:-ch,-nhso-ch,- 

R^'J:-CH-0-CH3-RK« = -CH.-NH-CH,-kK*=- 
CH2-NHCO-CH2-R^ ^'•-C«2 '''''''' ' 1 



"^2 ^ 1 dP- r H -CH = CH-rK -CH 

^ 2 pH -CH (OH) -CH = CH- 

-CH = CH-CH = CH-R\ ^:-CH2 CH ^ 

„!r:r-r„r-:"s::-c„.c„-.....-cH.-o-c„ 

til #3:11^ o r» n o — 



mfEi|t2 0 0 0-3 0 7 8 7 0 



1-24 8 2 Oi 



CH = CH-r1 *. r-r. ^ • -CHg-NHCO- 

(=0) -o-CH = CH-r1 *._p„ ^ ^^"2-0 



-r1 ^ ^ ^ ^ ^- -CH^CH-CH (OH) 

> R . ^: -CH = CH-S-CH -r1 ^ 

H-NHCO-CH -rI ^ ^ R^^---CH=C 

2 - -CH = CH-co-CH -r1 c=r* 1 

ro 0 1 8J 

^fe, ^ : -Z ^-Z^-Z^- r1 1 

^«««r.*;., ^^^^^^ ^ 



i^sp 11-248206 ^ 
ert-y^;v. ^V-O*;"- **'^>*^- t"*-'^^^^- 'f^-^-*-^^^ 

3-7;u*c7.^;k 4-7;v*d7x^;u- z-^nny^^>^^ 3 

i;^^y..>.. 4-.Ka^^.x^;.- 4-.h*t..x^^- 4-^n 
,7x^;^ 4-i^7x^;u, 2-7;v*D^>y;K 
^y.j^:.-y,.^nKyV>^. 2-.nn^.-:.;.. 3-.an^>-:.^- 
4-,nn^>y;v. 2. 4-y^;v*nK>y^- 2. e-y^^u^n-.-^ 
;v 2, B-y^;^*^^^^;^, 3. ^-y^/^^B-o^^- 3. 6->7 

4-^0=6-0^^. 4-7x^;U'<>y;^- 2-7x^A.X^;V- 2- (2 

■_7;.*B7x..;W x^;k 2- {3-7;..*n7x-;.) x^;.. 2- (4 
-7;v:tn7xx;u) x?;^. 2- (2-e.nn7xx;p) x^;.- 2- (3- 
^an^x-;^) x^;v. 2- (4-^nn:7x-;.) x^;., 2- (2. 4- 
,:;^;.*n^x-;W x*;.. 2- (2. 6-y^;v*a^x^;u) x^;v. 2 
_ (2 5-:?7;v*n7xx;.) x^«.. 2- (3. 4 -y7;w^o7xx;v 
) x^;v- 2- (4-^^A^xx;.) x^;k 2- (s-hu^^i^^a;.^;. 
7xx;u) x*;u- 2- (4-h-J7;u*n^^;i'^x^;v) x^;k 2- (4 
-eKn*->7xx;.) x*;v. 2- (4 h*->7xx;v) x^;.. 2- ( 
4-^a*7xx;.) x^;^- 2- (4-^7xx.j;.) x^;.. 'O^^^^ 

4-/;.:^a'<>€v^;^'^^-^''- 2-?^^^>^>^^=^>-^^- 3-^°^ 
^>^>x;w*x;.. 4-i.nr=^>€>^^-"i^-^- 2, 4-:.7;.*n^v 

20 aSiE«f2000-307 870 8 



»¥l 1-24 8 2 I 



-.P........ 

4-K„.rr 3-hU7.U;rp 
i'^^y^^n 2--,,,* . ■t-^x^;!,^:,:/^ 



4 



O -1 



m 



11-248206 



2 4-y7>*n'<>-:^^**->- 2-^7^^''^l^*-^**'*'^^*'■ 
3-7;wpra^i'y;v- 4-7;p*D'<>y;i'- 2-i'0n'<>y;^. ^-^^ 

nKz^'Jn,, A-^nw^yVA'. 2. 4 -:;7;^*n^>y;K 2. 6 v7 

y;, 4-7xx;^^>y;.'- 2-:7...;.x^;v. 2- (2-7;.*n7.- 
2- (3-7;v*n7xx;i.) x?;^- 2- (4-7/w*n7xx 
x^;.. 2- (2-^'nn^xx;v) x^;v- 2- (3-i.nn^x-;v) 
x^;. 2- (4-^nn:.x:.;v) x^;.. 2- (2. A-i^y>^^ny^^ 

^) X*;V. 2- (2. 6-y7;W*D7x-;.) X^/U, 2- (2. 5-t.7 

;u*P7xx;^) x^/b, 2- (3. 4-y:7;^^a7xx;v) x^;u. 2 ( 
4_^^;,:..x;i,) x^;^- 2- (3 - KU 7;v^n^^;v7xx;v) x^;v 
2- (4-hy7;i.*n>t?;u7xx» x^;^. 2- (4-..Kn#J'7x 
':.;v) x^;v. 2- (4-.. h*->7xx;v) x^;.. 2- (4-^n*7xX 
;v) x^;v- 2- (4-if7x^-;;^) x^;v. ^>i€>^;.*x;u. z-^A^ 
^n^>^>^;^*x;v, 3-7;v*nK>if>^;vd.x;v. 4-7;.*n^> 

;i7-I^n'<>«>^;i'*^^- 2, 4-y7;i.*D'<>^>^^*^^^K 

3 4-y7;v*D^>^>x;v*x;v, 4 -;.^;i.'<vif^x;i-*x;v, 
3"- ^;^^n^^;^'<>if>x;v*x;., 4 - 7;^*n;.?;v'<>^> 
4-uKn^y'<>^>x;.*x;K 4 h^-^-O^^^^* 
^n, A-fn^^y^y^'^^^^' 4-7xx;i./<>«v^;^*x;k ^> 
^:.;^;.7xx;v. 4 -7^*nK>-e>^;.7xx;u, ^x^^f - -^^i^^ 

22 aj!£#2 0 0 0-3 0 7 8 7 0 8 



^1 1-24 82 0( 



'-^"*<- ^-^^-.v^,. * 

^ :7a:-.;i,xN:^^^ ^^^^^ ^y-^nH-;, = 



«3 O 



!|t5iJ 11-248206^ 

^u-^ TA^T-i^y^ -CH (OH) -S-, -SO-, -SO^ , 
to Kk'- -NR^SO,- -0-. -NR^- -NR^CO- -CON 

«««.nT.r%..T;.*;.= RH««^^^-^**^^^;;^^"^^ 
x=oH) <D^h«=T*.;- (i"> * = 



aj!iE«2000-3 0 7 87 0 



W #^11-24820^ 

lite] 



[0 0 2 2] 



OCOCjsHgj, -OCO (m-COONa-Ph) -or 
OCH^CH^COONa. -OCOCH (NH) CH nnr. 



• 



4t3|2 11-248206 



,C»*l.V^T5Ki:UTB- -NHCO (CH^) .oCHa- -NHCOCH (N 

,->.z.s^<.r;v* viS^B^ = ry.^'^-^ = ^^^^^ ^ 
'^-"^^^^ r.:^^^2^^ 



2 6 



ajffii|t2 0 0 0-3 0 7 8 7 0 8 



^1 1-24 8 2 0^ 



10 0 24] 



"y et al., Co«prehens ve Heterocvrli^ ^-i. ■ 
Sit*'7^S SC r T W- HETEROCyCLIC COMPOUNDS^ s-^^,-^ 

ro 0 2 5] 

^^>'^- h [A] 



i^^il 11-248206^ 



V, 



;V/r:^l/>, -CH (OH) , 



-N K 



2_ 



-SO-, 
-NR^CO- 



-CONR'' 



_ -NR^SOo-, -0-, -i-^i-- ^ 

c\_0) -0-. -O-C (=0) S.*-CO-;Rl.««Snt.^T 
[0 0 2 6] 

(1) (I) -PS^snMfc^WfflXA'oH®*^ 

2 8 ffiiEI^2 0 0 0-3 0 7 8 7 



»¥l 1-24 820l 



<li-7 0~6 0t;-pfes. "^'«tb 
[0 0 2 7J 



2 9 



mil#2 000-307870J 



11-248206 



e.jyv. 5-^>j;;^-2-^^;i^79>. 2-;.^;v-5- (4-;.^;v^ 

2-^^;u-5- (3-9nD^>y;v) 3-;i^;i.-i 

n^^t;;^) ea-;.. 3-^^;v-i- (4-^;v*n^>y;v) ^a-;w 

^-^^,,-i-KyVA,- ^2-i,r^if^^y>^^^>^^ 3-^*^ 
-i-^>«>Jc;^*x;v-4- iA-y>^*nKyVM ^^^-;K 3-;^^ 

0=W^CDjl-thy2-3-(3:d^^ hydroch.or.de 

YtfPO (OH) (I> T-^SnSft^W*. S (I I I) 

T.«S*x5-(b^«tL'-C- Phenoxsrcarbonylphosphonlc acid diethyl ester (P 
hOOC-PO (OEt) p &«fflU [A] 
tri'J Y*'PO (OEt) 2T.fe^.S (I) T-S^SnSft^WS^^L-- * 

v^-r.sy^^;vJ^u;i.^nv^K (tmsbD «S:fflv^■c^n*^^»i-si^^'^ 

3 0 aiSiE«2 0 0 0-3 0 7 8 7 0 8 



W #¥l 1-24 8 2 0 

[0 0 2 8J 



[ft: 8] 



(2) ^ (I) r^^^^ti^it^moxi^mm^nx^.x^^^.y^j ^nhi 

lo-ioot, jf*K(*igfi~ioot;T-s.s. 

[0 0 2 9 J 



0* aJtt, 



^mjv- h [Bj 



l^sp 11-248206 



ova) 



(IVc) 



zi ---- 

, -CH (OH) -S-. '•O^ ' „„„2_ _r. f = 0) - 



_ _o- -NR'-- -NR^CO-, -CONR^-- "C ( = 0) - 

I _r (=0) - Xii-CO- ; R^iiTK^xas^a*^^''^-^*'* 
°;„irRi.«i!isnTv.T*i-r;v*^-B*^^Tv^T**v>T;. 

.-...nr.... 

ffi»tUtl±. NaH. KgCOg^'n^o'^ 
^ 32 lHtE4#2000-307 8 



7 0 8 



#¥11-248201 



^- ICONIC ot:, or^e ovr^^^ 

[0 0 3 0] ^<.«>^c 
^^JV- h fC] 
[ft 1 1 ] 




-Zl-CH ^V-^ ^" -R'-^-'^^tVS*. ROTS: 

«^«, * <^«> (va- ) r-m^n^^^^^^^ _ 

;::rt: ^ > — --^"i: 

3 3 m«r»*o 



^j^l 1-24 8 2 0 6 



r-. iiA/iQ> r?^-7-rn;u^na^:t/ :7:t->• 
.-e^ (Tetrahedron, 1995, 51, pll043), ®y :c-JV y 

toyic. iC:-c (OH) Me-R''-ewsn^.»*^:• 
n^.»S:»A•r5-ii*''^**• 
[o 0 3 11 

■^^n>- 1- ID] 



R 



3 4 tlJ|E«2 0 0 0-3 0 7 8 7 0 



^1 1-24 8 2 01 



= 0) -R^V^^t^.M^^rT »fafflfig(CS:- (c 

2fi*C. r^;.,^*;,^^^,^^^/^- ether 

i;.; - - ----- 

Afl^ST, S (Vic) T^**X^ft^«S*5>.te„-^^^^,^ 



[0 0 3 2] 



11-248206 



iitl 3] 

R^— s 



(Vllc) 



(VIM) ° (Wle) 



»tfi?:-S02-R''T-»a*v4»4- 5S:-Z -Z -Z -R ( 
Stp, Zl, z2. zK aiyRll488Sai:H««T-*S) T-S^SnS*; LtiAn 

^«;i,-Mcltl^»fc*««'^?aa*ug^*ftbfe«, « (VI I b) T- 
^.snsft^ft^siss*, x;P7x^;v* w (vi i O 

^ffbtvs. E<SSK«- ft- 1 0 0-1 0 0^. »*b<tt-7 0~5 0iC^ 

s,5 s; (VII b) -es^ansft^ftti^^tt- -:?:^;i'7'f K («^«- <« 
m >jy.^n,vy^!^y-< K. y^^^v^^^^^ i""*) - ^^^^^ 

Sft®ie®s&5x;v7^:^;v<* (* (VI I d) T-5^snsft^«) - 
(S (VI I e) -es^SJvsft^W BKftJWtbTtt. * 

9DD*;i.A^*we>ns. SfSiasit- »- 1 o o~i o or. »*Ktt 

- 5 0 ~ 5 0 X;, S 6. C»* I- < tt- 2 0 ~ 3 0 ^"^•*'S• 



[0 0 3 3] 

MF] 



3 6 aiSEit#2 0 0 0-3 0 7 8 7 0 



W #¥11-24820^ 




^ (Villa) T-^^ns^fc^^^. WMlCiysa^^^T., S (VI I I 



. J^*l-<tt-2 0-1 0 OTC-^^S, 

ffiiE#2 0 0 0- 3 n 7 



11-248206 



[0 0 3 4] 
b [G] 



OXa) 



(Dfc) 



xb) -e5^s*^s<b^®ssK^*5'i:'=*'J- * (IXC) -es^stvsft:^ 
«, s»6 r a*<t?s * mmtkitmmm 1 4 « 1 7 s 7 « c 1 9 7 8 ) s y n 

thesis P8 5 2-8 54 (1 9 8 6) ; 2 2» 1 1 5 K ( 

1992)1 *^ 5K(ixb) T.5%sn?.ft#W*;i"K>BS-e«s®^tt 

3 8 ajSE#2 000-30 7 8 7 0 



W 11-24820 1^ 

tLxa. Dcc ^:^i^*D^^^.;^*;^^J,^,;,), suc^^m^^n^ 

. fifSlSStt. 10 0-10 or, »*L<(4-7 0~6 0rTS5 
S (IXC) ^*gJ*X5ffc^fe*iSS^5,t,,j,y_ (IXd) T^st, 

[0 0 3 5] 

, *vt. a;.R (c-o) LT-jRsnsft^fessv^ 
e«fcy.c, rX (sop L (5^*- RWi:l«««. Lann^>^ 

o (c = o) r4 (R%fiar;^**^) ^) Tv^a*i4«-ea.4S ( 

G]tW«C«^^S.«,3i:,CJ:.T, S (IXC) (ixd) 

*^^^^ma>^Htc=oi,mmvt.it^^ (z2#-coNR2-T.3,5Jt ^ 

(±ffi^;i,*>T5 K<*«NHtso,*:)i«i.fefl;^^ (Z%-SO,Nr2- 
(I) T-wSn*ft^%) ) S:»Sit#-p^5, 
[0 0 3 6J 
■^^/U-h [H] 



ajK#2 000-3078 



11-248206 




* (xa) ■e^SsnMb^^ti^^'*- 6-tKa*->-2-;»^;^*^0-:;> 
' ,_i,Kn*->-2-^^;v*^y>- 6-tKn*->-2-^*;i'*^'J> • 

^V*,y>. 3-eFu*->-2-^*;ve5-:^>- 5-^KD3,->-2-;. 
^atLT«. NaH, NaOH, LiH. CaCOj, K3C03^*W^ 

4 0 ilJiEi^20 0 0-307 8 70 8 



#¥l 1-24 8 2 0; 



[0 0 3 7] 
[I] 



(XIa) 



(Xlc) 



2^l«*l€*lM32LT. -CHO -rH T ■ • ^ - Z . StK 

L. -Li, -NHR^l - 2 



11-248206 



_221 + _z22- -ZM 
-CHQ + -MgL - -CH (OH) - 
-CHO + -Li -CH (OH) - 
-CHgL i + -L -CH2- 

-CH (OH) > -CO- 

-CH (OH) > -CHg- 

-SH + -L - -S- - -SO- - -SO2- 
-OH + -L - -O- 
-NHr2 + -L - -Nr2- 

-SOjL + -NHr2 -SO^NR^-Xtt-NR^SO^- 

-coL + -nhr2- -conr2-xi*-nr2co- 

-COOH + -NHr2- -CONR^-Xli-NR^CO- 
-COL + + -OH ^ -C ( = 0) -O-Xtt-O-C (=0) - 
-COOH + -OH - -C ( = 0) -O-Xtt-O-C ( = 0) - 
-B (OH) 2 + "* ~ (*^^) 

-OTf + -L ~* " (#-S^) 

_(S5aK:_?«wj£ll2l5^^'*^-*'^^^- - 



ffiSti|#2 000-307870 



^1 1-24 820 1^ 



to 0 3 9J 

IV 2, HTLV-1, SIV, FIV^) (C«^-4^ >^i.5-^ffi*«. 
CO 0 4 0] 

[0 0 4 1] 



i^sp 11-248206 



4 4 mSEi^2 0 0 0-3 0 



7 8 7 0 8 



#¥l 1-24 820 



[0 04 5] 



[0 0 4 6J 



[0 0 4 7] 

Oling~i 000m^ #F* J ^1+ 

mg. ??fSL<tt. ^0. 05mg~5 0 0mg$:^^^^ 

[0 0 4 8] 

4 5 mtacfe o « ^ - _ 



^ 11-248206^ 

ft-&«iicil*-*-5 ^ ^:*'^«^'^•**• 
[o 0 5 0] 

. ^ , n . EtOH=X* y -.'1' : D«F=N,N-y;^^A'*'""^"^ 

4 6 miE#2 0 0 0 - 3 0 7 8 7 0 8 



W #¥ll-24 8 2 oK| 

(3.30 g. 33 Mol) Sgfi-p, i5^).y„»rMT:i ^ 

162 V (^M) 

NMRCCDCI3) 6: i.43(3H^ t,J=7.2H2), 4 5or2H n t . o„ ^ 

7.29-7.4lC9fl, «). ^ ^•0«-7.12(6H, 

■OS. ,c„.., cJ. ^ 

«... .... 

•T-^-^ Ci5E?^T Si: IH- [1,2,4] S>J7'^/-_n o -t. , _^ 

^ "7 mifM 9 n n ^ 



11-248206 



n ^v.-C-bU^;U^n.;K (15.8.. 56.7 ».o.) 2*13!^ 

7.32-7.36, 8.01(1H, s). 

(l)*jgft^b 4.^,J7.V'-;V20.7 « (300 ■ 

»«« BMF (150 «1) ICKSI-S. l'^-' „ 

„«,0^^ h y ^^l'^ a K (83.7 g. 300 »ol) 

rr.;::r.r.rj3i^(.. 

, :;::;;tru.2.. ..r.-. (-5 33.3 .™h3oo .« 

-t;, - 0 .«TC^«.U *V..-1.54 K« 

S (24 ... 36.9 -.01) ^ -72 ~ "^8 (,.29 

............ (2=1=2. 



Wl 1-24 8 206^1 



3.65 #t,«T«S<fc^ft 6.55 g (JR^ : 51 „ 

NHKfCDCy a: X.02(3H. ...=..2.,. 3.7SC.H. J=7.2H.)..:;2-..HCeH. 
m), 7.28-7.33 , 7.99aH, s). 
[0 0 5 1] 

iitl 8] 




(l-I) 



« (I-l) (504^)S:fffe. ■ 

1H-NH.(CDC,3) ^=^-^0<3H.t..=r.lH.).4.38(2H.,..=7.1).6.55aHs) 7 
14-7.24(2H,m). ' ^' 

[0 0 5 2] 

^MM2, 3 



II 1-248206- 



. Kvi?A,**->-2-^*^tiyy>{598«g,3»ol)®THF(20.1)«SSl.- -78T; 

-2) (lOlmg) &#:^o ^ c 

.58(lH,s), 7.18-7.43(7E,.). 8.24(lH,d,J=2.4H2) . 

Jr(I-2) (71«.0.24.«oi)«>^*^-;^«'^*aS<tU^->A*ISIR( 

^™Uo) a: .23C2H.s>. e.eSCH.s). 7.30-7.e5(7B..). 8.38aH.a 

,J=3.3Hz). 

[0 0 5 4] 

^ jg^j 4 — 12 ^ 



ajtt«200 0-3 07 87 0 



^1 1-24 8 2 0 



It 



1-5 


— . — j^jSj& 


IH-NMP 

(CDCJi.) " ' 

«: 1.39(3H.t.J=7.2Hz).. 4.36(2H.q.J=7.2Hz) 
^•16(2H.s), 7.03(lH.s). 7.08(lH,dd,J=8^.5.0Hz) 

7.2l(lII,dd.J=8.2.i.2Hz), 7.31-7.46(5H.n.). 
80l(lH,dd,J=;5.0,1.2ffa). 


1-6 




(ds-DMSO) ' 

6: 5.25(2H.s). 6.74(lH,s). 7.28-7.52(6H.m) 
7.640H,dd.J=8.5,l.lIfa).8.12(lH.dd.J=5.1,l.lHz). 


1-7 




(CDQ,) 

6: 1.00-1.92(llH.m), 1.40(3H.U=7.0Hz) 
3.82(2H.d,J=6.5Hz), 4.36(2H,q.J=7.0H2)! 
6.55aH.8), 7.16(lH.d,J=7.8H2), ' 1 
7^1H.dd.J=:7.8.3.3Hz). 8.16(il.d.J=3.3Hz). 






(de-DMSO) J 

& 0.95-1.85(llH,n.), 3.9I(2H,d,J=6.2Hz) 
6.56aH,si), 7.49(1 H,d,J=9.iH2), 1 
7.54(lH.dd.J=9.i.2.5Hz), 8.30(lH,d,J=2.5Hz). 


T-8 




4 

6 
7 


CDCb) ~ 

:a98<6H,d.J=6.4Hz). 1.39(3H.t.J=7.0Hz) 
.71C2H.q,J=6.eH2).1.76.1.92(lH,ia), 
06(2H.t.J=6.5Hz),4.36(2H,q,J=7.0Hz) 
58(lH,s). 7.20aH,d,J=8.5Hz), 
28(lH,dd.J=:8.5,3.4Hz) 8 IfifiH A T-a n I 


1-9 


7.1 
8.3 


6-DMSO) 1 

0.94(6H,d.J=6.4HzX 1.67(2H,q,J=6.6Hz), 1.70- 
«KlH,m). 4.11(2H,U=6.6Hz). 6.56(1H s) 
'0(lH.d.J=9.3Ifa), 7.55(lH.dd.J=9.3.3.3Hz) 
l(lH,d,J=3.3Hz). ' 



ffilE#2 000-307870{ 



1 1-2 4 8 2 0 6 



355 ^ J 
I -10 




IH-NMP 

(CDCls) 

6: 1.38(3H,t,J=7.lHz), 3.12(2H.U=6.9Hz), 
4.25(2H,t.J=6.9Hz), 4.35(2H,q, J=^.lIIz), 
6.65(ias), 7.17(lII.d.J=8.0H2), 7^7.40(6H,m), 
8.16aiI,d.J=2-7Hz). 


I-ll 


9 

o 


(CDCI3) 

5: 1.20(3II,t,J=^-6II«). 4.35(2H.q.J=7.6Ii^>. 
5.30<?H.6), 6.36<JH.6). 6.46<1H.b), 7.35- 
7.70(8H,m), 8.1O(lH.d.J=7.3H70. 


I -12 


o 


(ds-DMSO) 

5: 5.40(2H.S>. 6.26(lII,s). 7.10-6.9S(lH.broni), 7.35- 
8.05(9H,in). 



[0 0 5 5] 

mmmi 3, 14 

[^fc2 0] 



5 Kvy;i'**->-2-^^^'^'J^='(=*^3'«'^"'°"®™'''"""^'^'^' '^^"^ 

x-?;HCTiS6i*. «EffT««bT, -fb^* (1-13) (42.g)S:fffe. 

1H-N«K(CDC13) d: 4.50(2/3H,s) . 5.07(2/3B.s) . 5.12(4/3H.s). 6.50(2/3E. 

5 2 aJlE#2 0 0 0-3 0 



W¥ 1 1-2482 OJ 



s), 7.05-7.46{22H,.). 8.96C2/3H.S) , 8.04(l/3H,s), 8.17(2/3H.d.J=3.2H^) . 
8.29(l/3H,bs). 
[0 0 5 6] 

(1-13) (28mg,0.05.mol)®i;^^^^(5„,)^^j-,,_g„^^^^^ ^ 
^D^M^SOVVSO^m^tt.. ^cZ)^^MTfCfeV^TlN-NaOH^^|g (1.5.1)^ 

1H-NMR(CDCI3) d: 5.18(2H.s). 6.62(lH,s), 7,20-7.50 (6H,.) . s'lO-S 50(2 
H.m). 

[0 0 5 7] 

mmmi 5 

[ffc2 1] 



(MS) 



^-<.yVn,^^V-2-:f.^fl,y:^,) y>(299.M!,2..ol)®THF(10.I)g»iC -78t; 
T«E«LTft^» (1-15) (5lD«)s#£. 

IH-NlfliCCDCIj) d: 4.62(2/3H,s), 5.09(2/3H,s) , 5.14(4/3E.s), 6.60(2/3H,s) 
. 7.16(2/3E,d,J=8.7Hz), 7.33-7.48(7H,.) . 7.69(l/3H,d, J=3.5Hz) , 7.87(2/3H 
.d,J=3.5fe), 8.04(l/3H,d,J=3.5Hz), 8.16(2/3e,d,J=3.5Hz), 8.34(l/3B.d J=3 
.5Hz). 



ffiSE#2 000-307870€ 



il 1-248206 



[0 0 5 8] 

mmmi 1 7 

Ut2 21 



(1-16) 

. -n -*-*.v^-2-7t^;HfU .:^'>(706mg,3mmol)(DTHF(10 

^, ^ iv^m (1-16) (42mg)5:#:^o 

ft-l?! -16) (60^.0.11»o,)«)^ ^ . _;K3».)^!fiC*mftU ^C'^* 

tTft#« (1-17) (22i«)S:«fc. , , . c R„z) 7 

.55aH.a.A.0Hz). 7.68aH.aa.>S.«.3.0Hz). 7.95(n..,.>1.5.S.BH.) . 8.4 



2(lH,d,J=3.0Hz). 
[0 0 6 0] 

mmmi 8, 1 9 



5 4 miiEi^2 0 0 0-3 



^ #¥l 1-24 8 2 (||^ 

[ft: 2 3 J 

(1-18) 

5.««H.s). e.24aH,.). e.38aH.s). V.30-7.50aOH .) ' 
^fc^#Cl-19) 

Co 0 6 1] 

^MM2 0-2 3 



ffilE#2 000-3078 7 0 



i^^L 11-248206 







IH-NMR 


1-20 




(CDCb) 

6: 1.40(3H,tJ=7.lHz). 4.36(211.(1.1=7.1 Hz), 
5.33(2H,s), 6.57(lH.s), 6.75(lH,d.J=8.0Hz). 
B.840H.(l.J=7.gHz). 7.3p-7.50(5ftm). 
7.65(lH,dd,J=8.0,7.8Hz). 


1-21 




(de-DMSO) 

6: 5.35(2H,s), 6.53(lH,8X 6.87(lH.d.J=8.lHz). 
7.l8(lH.d,J=7-9Ha). 7.30-7.60(5H,m). 
7.82(lH,dd.J=8.1,7.9Hz). 


1-22 




(CDCaa) 

& 1.40(3H,t,J=7.3H>!), 4.35(2H,q,J=7.3H2). 
5.14(2H,s), 6.47(lH.s), 6.70-6.80(2H.m). 7.30- 
7.60(5H.m). 8.16(m,d,J=6.0H2). 


1-23 




(de-DMSO) 

5:5.22(2H.8), 6.3.50H,s), 6.91(lH.dd.J=6.0.2.4EIz). 

7.11(lH,d,J=2.4Hz),7.32-7.53(5H,m), 

8.29(lH.d.J=6-0Hz). 



[0 0 6 2] 

mmm2A. 2 5 

Ul:24] 



4 6-y.l^;Vlf;5y>(1.08g,10...ol)<Z)THF(40.1)glSC, -78t)<D?fraiTn- 

5 6 mSEilt 2000-30787 



^ 1 1-24 8 2 0^1^ 

(O^mm^m^X. >ft^^ (1-2 4) . ft:^^ (1-2 5) 
fb-^^J (1-24) 

IH-NMRCCDCy d: 1.40(3fl,t, J=7. IHz) , 3.06(4H,s), 4.35(2H,q, J=7.1H2) , 6. 
39(lH,s), 6.86(lH,s), 7.12-7.35(6H,in) , 8.95(lH,s). 
(1-2 5) 

IH-NMR(dg-DMSO) d: 3.00(4H,s), 6.29(lH,s), 7.15-7.40(6H.m) , 8.92(lH,s). 
[0 0 6 3] 
2 6-35 



mS#2 0 0 0-3 0 7 



i^3jl 1 1-248206 




III-NMR 

(CDCI3) 

& 1.40(3II,t,J=7.lHz), 3.05-3.17(4H,m), 
4.37(2H.<lJ=7.1Hz). 6.63(1H.s). 7.l5-7.28(5H,in). 
8.16(lH.s). «.52(lH.s). 



(ck-DMSO) 

8: 3.00-3.17(4H.m). 6.62(lRs). 7.10-7.30(5n,m), 
8.44(lH.s), 8.85{lH.s). 



(CDCI3) 

6: 1.40(3H,t,J=7.lH2), 3.07(4H,s), 
4.37(2H.ci.J=7.lHz), 6.42(1II.b). 6.75-6.86(2H.in). 
6.91(1H.8). 7.07-7.15(lH,in). 8.97(1H.6). 



(ds-DMSO) 

8: 2.90-3.10{4H,m). 6.30(lH.6), 6.96-7^(lII.m). 
7.l3-7.20(lH.nO. 7.29-7.37(2ILm). 8.91(lH.8). 



(CDCb) 

6: 1.38(3H,t,J=^.lHz), 3.l7-3.20(4H.m). 

4.36(2H,q,J=7.lHz). 6.39(lH,s), 6.920H,s), 
7.33(1 H,dd, J=8.7.2.lHz), 7.43-7.47(2H.in), 
7.63(lH.s). 7.76-7.82(3H.m), 8.99(lH.s). 

(de-DMSO) 

6: 8.05-3.25(4H,in), 6.29(lH.s). 7.40-7.50(4H,m), 
7.73(1H,8). 7.80-7.88<3Hjm), &92aasi>. 



miiE#2 0 0 0-3 0 7 8 7 



#^ 1 1 - 2 4 8 2 ( 




(CDCls) " 

6: 1.39(3H.t;J=7.2H2), 3.05-3.20(4H,m), 

4.37(2H,q, J=7^Hz), 6.42(lH,s), 6.91(1H s) 

-.3l(2H.d.J=^.8Hz).7.64(2H.d.J=7.8IIz) ' 
8.98(lH,s). 



(da-DMSO) 

& 3.00.3.20(4Haii), 6.3X(lH.s). 7.36(lH.s). 

7.47(2H.d,J=8.lHz).7.63(2H.d,J=8.1II^ ' 
a9l(lH.s). 



(CDCls) " " 

8: 1.40(3H.t, J=7.1H2X 3.15<2H,dd.^.5,7.5H^ 
''.45(2H,dd.J=7.5.7.5H2), 4. 38(211, ^J=7.lHz) 
6.80(lH,s), 7^7.35(5II,in). 



(ds-DMSO) 

»: 3.05(2H,dd.J:i7.6,7.5Hz), 
3.38(2H.dd,J=7.5.7.5H2X 6.73(lH;s). 7.15- 
7.32(5H,m). 



[0 0 64] 
3 6—43 



ffJtflE# 2000-307870^ 



i|t5illl-24 8 20 6 



^6] 

1-36 ^ 




IH-NMR 

1 40(6H,d.J=6.lHz). 1.41(3H.t.J=6.9H2), 
39(2H,q,J=6.9Hz). 5.37(lII.m). 6.870H.s), 
87(lI-I,d,J=2.0Hz). 7.950H.d.J=2.«Hz). 


I -37 


%\ 


de-DMSO) ^ „ ^ 
a.38(6lUJ=6.lH^. 5.31(lH.m). 6.64(lH.s). 

5.08{2H.s). 


I -38 




(CDCb) 5:1.41(3Ht.:S?^^^^^^25a5^ 1 
4 38(ai,q,J=7.3IK), 6.50(lH.s). 
704(lH.d.J=3.lHz), 7.l5aH.d,J=8.9Hz), 

7.93(lH.d,J=9-3Hz) ________ 


1-39 


o 


(dB-DMSO) 

6:3.89C3H.B).6.5(KlHA7.40-7.44(2axK). 
7.49(lH.d.J^8H.). 7.85(lH.d.J=9.9Hz). 
a25(lH.d,J=8.8Hz)- 


1-40 


tec 


(CX>Cl3) 

fi.l41(3H.t.J=7.2H.).4.S9(2H.q.J=^.2Hz). 
6.B3(ias),7.36-7.4B(6H.m).7.60.7.68(4H^^ 


1-41 




-J nMSO) 

8: 6.42(lH.s). 7.35-7.52(6H.xn). 7.56-7.65(411.^). 



#¥1 1-2 4 8 2 0 



1-42 




■f . m-NMR 

(CDCU) 

& 1.42(3H,U=7.0H^). 4.41(2H,q,J=7.0Hz) 1 
6.66(lH.s). 7.35.7.43(2H,in), 7.50.7.60(1H m) 
7.66-7 7.iri TT wl^ ' 


1-43 




(ds-DMSO) 

& 6.42(lH.s). 7.36-7.43(2H.m). 7.68-7.78<2H.in). 



ro 0 6 5] 
[<I:2 5] 




-4 4) (10.g)&«fe. 

1H-N«B(VDMS0) d: 6.72(lH,s). 7.67-7.73(lH..). 7.82-7.87(IH„) 7 95 
-8.00(2H,.), 8.18(H,d,J=9Hz), 9.38(lH,s). 



1 1 — 248206 



[0 0 6 6] 

^lig^4 5. 4 6, 4 7 
Ut2 61 






,7.42-7.50(lfl,«).8.24(lH,d,J=2.7Ez). 
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